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— KS 5* ( I ) © P £ # {* 3 ( C 1 ~ C 6 ) T ?]/ r3 it- )V # 
4? )]/ m k. b X & . *&fcRg^S;ft,;fc:^#s $| it «\ ^ h * ^> * 

-ISS (I) © d N eStff a^ti^tllt^feot. d 4- 
e + f b T « ^ 3~2 0 O0li-efeS#, * b < & 6 ~ 
6 0©^iSc s Efc#£b<fcfc6~4O0S&R-CfcSo ^fcs 
d + e + f i^tSdO|^|«H<(iO~6 0%, <fc D 
Sb<(i5~5 0%. S t J l< » 1 5 ~ 4 0 % t* ^ e 
©i!J^»^*b<f*0~6 0%, J;D$f^b<«0~4 0 % TJ 
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I b< 5i3 0-7 0%ffe§ = ±IB-f i£ (I) © -fb -£r tJ 

* 43 § * > 7* h ^ $/ > 2fi £ ■€■ ft et ^ © * cd S £r b £ ^ U ^ 

;i/ # ^ > & h mm © * u v )i z ^ > m t a . 

& •=> T $ s ^>^A«-£-S'T!&oT i &«fcV'»o d + e + f fct _h IS 
©sP'J v - U?^0A;^>tS©g»tife M*4 © tfc & 

^ ^> > is © ffi & u ^ )v $ > & & m f a „ m ^.^m^mmm 

£• >iiitdii, b*>rh^^>>iS©«^^^«#^ 
Uji/§llts«^cii ^ ^ ;u £ iHir Ife # T , 7jc^^H^Jt 
ni x ^ ? h ;i/ £ Wl M. b N W6>tLSS/^^-;KZ)giiilEJtA»e>*«>* 

— «8 5* (I) ©ttt, ®f 5 ~ 1 1 5 0 OlfCllfU 

# > b < ti 8 ~ 2 3 0 0 St©iitfe D s SCfft l< 
14 1 6 ~ 1 2 0 0 fg ^ © ^ iu ICJfSKttl 0 0 ~ 3 0 0 

glcltt^So ± IB t a , ^^H^yxf p>^ij3-;v 
m gp ^ r xf m m © * ji # > & ^ * ^ i- § * u v~o^^«*»e, N 

± IB * ;v jjt > It * © M ifc k: '& ~3 < ffiil II k: * ;v stf > m ^ £ * "T 3 
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fefij^jH^i^/D^ni^fti^ 7 Jc * *c # y r 
* as m co # > 7- h ^ > m <b ~m ft ^ m m (D m & is , m « 

-r s m * n »*b<«*«i?§j«tt>s j:d^sl<«n, n 

- S> ^ ;i/ 5jx ;i/ A y 3. K ( D M F ) „ 1 , 3-S^^^;i/-2- 

-f X & vf y s> 7 > ( d m I ) „ n - / f - ;v t: n y h* > ( n m p ) 

^©7jc$gt3:fiH4$g8S*N £ft 0 ~ 1 8 0 °C. U % L < \± 5 ~ 5 0 °C 
© M ft Tf s M^S^i'i'DA^ri'^jij^j;^ ? K ( D C C ) N 
s>-fv:rntr;i/*;nff$>-f^i* ( D I p c ) N 1 - )V - 
3 - ( 3 - s> * 9- ;v t % J t n f ;i/ ) *;vspy-f^FJH»tti 
(wsc) N i-^h^r^>*;i/^-;i/-2-^h^s > _ 1) 2 

-i>h FD3fi/^; (EEDQ) , n jg|y-t ert 

- ~? =f- a ( ( b o c ) 2 o ) « co m nr m * m ^ tz r m tc n -r c t 

C iDiIt5cJ:^t^§o ± IB f6 £ jfc © IS n N , N - 
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v * ^ >\, t $. ; t: v v > ( d m a p ) m <o r j&m m m & m ^ x 

<b ck o £ J6 fft N &BfcJ5tefc , nBa«M*fTV , >N ® © © # H ^ © 

fe^ b ^ # $g © # > r h ^^>^©H^^M##:©M?£&c 
& J: IE © # & £ PS ^ £ ft 3 fc> (t & & ^ «, 

lit § u WiH^ US #J © S5 H s A # ffJ fct <6 

^rii:bTEEDQi^(i(BOC) 2 Of§ifflt§x^f;v 

s ffi & > & * * mih v> m % mm t % m ? u v y mm, 

$S s K: J; ft K n ± SB — IS 5* ( I ) Ofb^i ^ H ^ It § * > 7 F 
r^>ifil^0l©^^Lfcf'J ^ > I? © g& . IP "fe d £ 

& > ±ia©*;i/sit^-r^ h* m % m & m t. v x m ^ § m. n& c £ c 
r t » ^ ft 5 o 

Sfes — AS 5fi (I) (DfUD^CR 4§^At^^^i: It 
H: > # M # © A )]/ > St £ £ ± 13 b «t a & * & £ T fg ft <b 
b T A> e> n WiM\stz^M(D7)Vn— T ^ > ^ ^ ±i a f4 ^ 
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TtKJiS$ t^5?is T;i/rj — )\, t $ ><d ft & m & <k $ x 

IU *i cd H Jfc U ^ — ff © * S ^fc cd * ;i/ 

mf^acDfM^#&^^-r§ £ 2; ** T! S * © *^ ^ ^ — 

^itK ^t§5o ^mm <d * y ?■ h 9- > mv-mfi-^m 

# f* . iJlbtrn F5^J:bt x # ft t ^3 ^ T A > 7° h 

* ^ pji © # > r b ^> > m © m ^ ^ i§ ^? -(* & ^ a tt #J s 
wtm ^ mn & m $ n t ^ % m m WiM it -r % c tiu 

ft f# § o iinfttsoTtts ?i m m m $ n x ^ i. m ^ m c fp § 
£ n § s # , ^ x. « $s i% so s m n m » mmm. mm, m m > 

mmm&mmxgZo mmmvm&its mm mm * ®im 
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BY>-l>-jl/t, 7j< m tt * #1 $8 09 « ^ U -fe p - ;i/ s x 

# y — ;i/ „ ^^f-ji/^;v*^^> F\ n - ^ f ;v f d >j F > % ?K 

CD ft SU > # fi$ x ^ ffi * K «fc D S *S % H * ft f# § # , 

^gPfits Its ^AlB^feDs ISttl^HTO. 0 1- 
5 0 0 m g / m 2 ( ffc m M ffi. ) > §; L < & 0 . 1 ~ 2 5 0 m g 

/ m 2 & & # -r * o aiiasfe^i^ ii, ir^ m as ( m m 
su ) ^ £ ff fc> ft § o 
^ Jte ^ 

fi* T x * f§ B£ & H M m K. «k D W K M # ift K Si f £ ^\ * ^ 
W#3ft£©gtJfB0g£l®^£ft5*>©' , t?iii&v>o 

£ jfe i ib&m i 2000©^ h^^>#yx 

^ 1/ > ^ i) n - ;v a Bt # 2 8 © stf U V )i $ ^ >M<D7ti 

y & Rm&foh s 7 -x. ?■)]/- 1 0 - fc H D * ± > 7 \ *r */ 

>il(Dm&ifc:-Ml£ (I) © R 1 = M e s A = h V * V > 

d + e + f =1^2 8 S t = 2 7 3 N R 2 = E t . R3 = 
H , P = A c ) (D&f% 
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T IB # # m 1 K IB « b s ^ h i/ 4t U x f 1/ > ^ u 3 - ;i/ 
-*y^;i/*^>&:7ny (2 1 Oig) 5lF N # i 

Bg 6 2-4 7 1 9 3-^^fgtIB«^tLfe*^tTM^bfe. 7 
-if 1 0 - t f D^^A>7hf^>> ( 8 0 m g ) £ 

DMF (14ml) $g M b s DMAP (13. 5 m g ) , 
DIPC (0. 116ml) £jjn>Ls SfiCt 2 OtelS«!$l 

o K*»tx^y-;i/ (40ml) *J J V7nfM- 

^ ;i/ (16 0ml) X., SICT3 O^JSjf bf;t, tfc tff 

tJ^^i^b^ i * y — ;i/ / s> -f v r n t: ;n — ^ ;i/ ( 1/4 (v 

/ v ) . 1 5 0ml) ■« „ a^bfeo f#£>:ftfetfc#f#)£, T-b 
h - h U ;i/ / 7k (1/3 ( v / v ) N 40ml) K £ * « n -< 
(^*^xy 5 0 (H + ), 5ml) CJi*b, 

7- -te h - h y ;i/ / 7k (1/3 ( v / v ) . 4 0 m 1 ) C t . 
tHbfe 0 f# £ ti fcB B 3~ £ , T -fe h - h 'J Jl/^affT@* 
b © t> > ll^ltKtt^ts fb & m 1 (2 7 0 m g ) 

> ^ V r d k >v T X J # >v stf - >v 4 v r n t: ;i/ 3. >> a /6 s 

^^tt 2Mb -a- « © ts > 7 h ^ y m © ^ m % „ dmf 

i§ 4« t? © 3 3 Onmil45it?)t^gtS^^t^ibfei:^ 
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6s 2 5. 4% (w/w) if o o X > ^vratr^T^y 

h y ;i/ m m m * n 7& m & m m & m * ^ * m^i^u * © 

feJ:^5s 3. 0% ( w/w) -tffeofeo £ © Jfl, d+e + f 
iz M ir & d © i!j l± 1 5 . 5%, f ©i^ti 4 8 . 4 % -e * o 
o ± bb tj » & n fe as ^ « i courii*#^DY f^77 

-f - (HPLC) T- & m b £ 3 5 ^ I1©A hr^>>i 
IS Jffi 09 2 fc^® 2 (^f MS 1 2 0 0 0 £Dt^ h^r^* 

v x. ^ i/ > if y n - ;i/ 1 m & m. ifi m 7 © sr? u v ;v * ^ > it © ^ 

D'y^i^ftJ;, 7 - x ^ ;v - 1 0 - t: FDJri'iiV^Ff 
^>>il©il^-#:— flg 5$ (I) © R 1 = M e , A = h M f V 
d+e+f = S7, t =15) 2 7 3 N R 2 = E t s R 3 = 
H s P = A c ) (D&J$ 

T IB # m 03 2 13 « b N ^ h * >> # y ^ -f- ^ > ^ i; n - ;i/ 
-5j*y£Ol/*^>K ( 7 9 7 m g ) a V x 4#&Bg6 2- 47 193 
^ S $g £ IB * £ ft # & £ T 81 b ^ 7 - x. ^ ;v - 1 0 - fc 
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F D ^ ^> A > 7 b f i' > ( 8 0 m g ) £ D M F (14ml) K 
Ills DMAP (16. 6 m g ) , DIPC (0. 142 
ml) & #n £ , SICT 2 Ofifli|»b&. Sft*Cx* 
;V (40ml) Stf^-f V7DtjH-Tib (160ml) £ 
iUis iSCt 3 0^1#lfct, fttflSISlb^ ;c # y - 
^/^-f y7DK^x-f;i' (1/4 ( v / v ) N 15 0ml) 

-£s ^?tbfeo »e>nfe«fc«f«i&N t -fe h - h u ?v / 7k ( l / 

3 ( v / v ) , 40ml) m M @t n 'f *>3Slftt9ffi (^«>x 
y * * 5 0 ( H + K 5ml) tliSb, 7 -b h x h U;v/*( 1 
/ 3 ( v / v ) s 4 0ml) IZX „ ^Wbfeo#e»nfe^miII 
^ 5b> £ „ T4sh-h'J;V&MflET®*bfeCDt» N « |g l& ifel lT 3 
d i: C J; o T > fb^tJ2 (8 1 8 m g ) & f# „ i% #1 © # 
> 7" h DMFilcfiTf© 3 3 0 nrnt^S it 

suR^aejcat^vr^fibfefcu^N 9. 6% (w/w) 

;v sj* - )v 4 v7DK;i/75;So$I**S)fci:i:5> 1 . 5% 
(w/w) Tf & o o d © l£ HI ^ d + e+ f CMtidoS^ 
& 2 0 . 3 % „ f CD SU « 4 7 . 2 % T* $ o & „ ± IB *C ft £ tl 

fefb^r^»2 co^tHP l c-e^ff jtt HI © * > r 
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h =r P > m it 0 . 2%WT©^M-efe^feo 

^ti, PBS (iJ>i«f4iAI*; pH7. 1 ) K * # b N 

3 7 °cizx ^ > ^ ^ ^ - h bfeo muzfr^mmfa & ^ w.m$ n 

7 - x.^ )]/ - 1 0 - h FD^J/*>7hrJ'>4> HPLC 

r # Nt • m b fe o *aiti3»5^ffflitjtt it^ 7 

- m ;i/ - l 0 - t: K d + i/ A > 7 h f i' > o i S ttl l fe „ 

n m m 4 (v«>^jflia(i^«tt»jcj3fc}-*ai#jistfa) 

IS JIB 01 11^2©A>7fr^>I©il^?i##4, ti 

^tis 5x^^3-7*«»ci»« N v ^ * ( a- * ) .mi & & N 
5 % ^ )v n - x 7j< m m (d 4 m a ( v / v ) ini, 3 7 °c 1 1 

b, ^;-^/7th=h^ (1/1 ( v / v ) N 0. 4 

ml) £ in £ t # > ^? #t s £ *t Mffi^^M#f*J;!3^ 
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Iiigtlfz7-^^)V- 1 0 - t F P i' A > 7 h f ^ > I, 

HPLctt^i - ifeo * 5a. a t & it 3 in 2p ft m t. it m. 

b X n 7 - x. 5^ ;i/ - 1 0 - t FD^'>A>7hri/>©14tt 
illi©JtHt82[;Slfc 0 EI2fcJ:#|8l«©:*j>:7h7 : - 

V X &T nmftl&m ^ Z ^ *7 XJz&m C o 1 on2 6 
Ii^l)2 mm^|ffl7D y ^ \z L N *f it § ffl ^ t Y 7 J^T 

^^libfco mmwm^ i 0 @ h*isb^©a > 7 b r^> >i© 

l^f IlftStF^filJ: btOCP T - 1 1 & N # ^ 5 % ^7 
;i/3-*7]< U #@»MrtK:lSf#Lfeo }£ & x 

J31^©ftfl (Lmm) S^'gg ( W m m ) £ N t 'J ^ - ^ ffl 

^ r 2 ~ 3 a in pi x it m t s mm&m% ( l x w 2 ) / 2 c «t d 

tUf L . ^#M^B©#a^5)^^JS*#:«*5fci6fc ( * 1 ) o 

Xs IttolSHt, ( ^ 2 ) o 

m x *^B|©^>7 bfi/>I©i^f * ^ ( # s 

« 4> ) & ij> & < s c p t - 1 1 ic j± r b t tru ffl # % m & m m £ 
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tix^it* mm ^ ^ m ^ ti > y y y=- y m <d m ^ ^ m 

m W ( ih <§a m l ) & N 3g SI # * M # 'J> & v> * > r h ^ ^> > IS © 
iMft^WIMfa ({h&®2) thb^T, J: D 'P ~& ^ $k M ~£ M ^ 
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1 (^f 1*9 1 2 0 0 0(2)^7^ h ^ Tjt U x. ]y y 
7 \) u - )v £ m & ft ifi ffi 2 8 o # U ¥ )i * < y m © f n y ^ 

>^'J3-JV (SUNBRIGHT MEPA-12T.0* 
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JB $t £U ¥^^^1 1 2 0 0 0 , 1. 0 g ) &DMSO (20 

ml) izmm^i, y - P )V . L - 7 ;i/ $ A - h N - ± )V 

^ > m m 7k m ( o . 7 7 g ) & in x. t 3 5 °c \z x 2 o n$ m m n 

b o MJfeStx^ (80ml) Stfi^'f V7Dt>x 

(3 2 0ml) 5iDi, Ifitt 9 0 # * J$ b ^ s 
W & ii m. b N x^? y-jv/y^ y 7d tjVx-rJl/ (1/4 
( v / v ) N 1 0 0ml) T^?f Ifco i&nfcl*ffft^DMF 
(2 0ml) Ciib, » 7j< W i! (0. 4ml) SinitiS 
tT 1 5«fH*»Lfeo Sfetlix^ (8 0ml) a V 

y-fV7nlfj|/x-7* ( 3 2 0 ml) * #[| £ , Ifitt 9 0 

(1/4 ( v / v ) N 100ml) fiitsc 
J;oT s i. 5 6g©3tfyT— life. H & ft ij v - £ 

DMF (4 7ml) 5%7^^>j7A-^^ (780 

m g ) £ Jn & T s 3 5 °C C T 3 1$ Jn zk & # & & fir o fe 0 fi JSfe 

(9 0ml) ^t^t7-f h (8g) £ #D >l T 2 
B$ US it J$ b © 5%^5^<7A-^5R*aiSiJbfco IJ±T 
tt^;-J^gSlf;0^ ;c # y — ;i/ (9 0ml) # 
y -f v r D tr ;]/ x - ^ ;i/ ( 3 6 0 m 1 ) & jJjd £ ^ gfitT90 
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0 jft n b £ o i* #f £ » & b s x^y-jv/^^vrntM 
-^;i/(l/4(v/v) s 10 0ml)T-#fc^b£©t>, 

1 0 o /otIi (10 0ml) tiff bfeo 1 N*«fl3t b ij !> 
A*i»fct»i*©pH t 1 0 . 0 tMfiH, # IB I® * $f J3g 

sesnt^^Jitct^t, a i$ ft (1. 1 8 g ) £ 

f# & o 0 . 0 2 N 7K m it i- h V t> A £ ffl V^ ft ^ fji ^ o* < # 
ft £r % l#-?*©^;i/* ^ >i©i^ta|, 2 8 "C & o fc o 

#f 2 i 2 o o o©t;^ h^->^y^^^>^ 

v — ivtmsmffm 7 © # u ^ )i> $ ^ ymo -? u y & ±£m<& 

> ^ >; =3 — ;i/(SUNBRIGHT MEPA-12T.B* 
litis ¥^f^^fl:12000, 2. 0 g ) &DMS0 (40 

ml) tilt, r - ^ y v ;i/ L-^;i/#^-h n - * ;i/ 

stf > » &f * * (0. 40g) 3 5°Ctt 2 O^Mff 

b fe o S(S*tx ! S';-;i/ (l 6 0ml) S t>* V -i V 7" d tr ;i/ 
x - ^ ;i/ (6 4 0ml) £ #D ;l SItT9 0d»»Lfc« N 
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tfc*f«SitK ix x^;-;v/i?^ v7nt^x-f ;i/ (1/4 
( v / v ) \ 1 5 0ml) nm&Xstzo #?»ftf;l*lfftSDMF 
(4 0ml) Ci#b N * 7k » || (0. 8ml) & in * T g $B 
T 1 5KII#lfe. R jft ft :n ^ y - ;i/ (l 6 Oml) 2fc 
tfiJ^ vrntfM-f^ ( 6 4 0 ml) £ in X. s g & T 
9 0#flH$ufc&. tfe «f * * a Bfc b N x # y - ;i/ / s> -f v 7 n 
tr ;i/ — ;i/ (1/4 ( v / v ) „ 1 5 0 m 1 ) SSfc # -r 3 c 

fctiots 2. i 2 g o # y y - s f o n fe 'j ? 

— & D M F (6 4ml) tiibfel, 5%^^^r>A-^ 

* ( i . 0 6g)^mx.x, 3 5 °cct 3 mmi3U7km & m% fx 

0 o RjJfcMt^^y — ;V (13 0ml) SVt^'f h (14 
(13 0ml) StF^-f V7ntM-r^ (5 2 0ml) £ 

in & s m m. k. x 9 0 & m n l & 0 aifisi^bx ^ * y - ^ 

/y^V7Dt;n-r^ (1/4 ( v / v ) > 16 0ml) 
& ^ b fc © 1=> N 1 0°/otS7j( (1 6 Oral) $g L „ 

1 N 7k It fls ^ b l J')A7^ii}:ti#«fflpH^ 1 0 . 0 jH 

fi ^ „ fi-mmmmmx^^tuThF^yj-, m^x << * > 
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* ( 1 . 5 6g) £ f# 0 0. 0 2 N*Sftt h )J 
£ * ± © *| ffl © rT |g 

* m © ts > 7* h =7- */ > m © m & n # a x ^b m m £ ^ «p 
t 7 ^ - ;i/ ^ ^ ;i/ ^ -^r t ct d * > 7 b =f~ is ym^ms 

ti^i^^bs gij w m © >p & v> c: ^ # 
x , & * t #c # u & ^ £ a ts 'I* t» m © ®c m # w t& 
& § ;r ^ » , t& ^ s& nt © ^ t? m # © « #: m iz & m $ n \z < ^ 
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i * o i i 
7 h r ^> > S © 7 x y - t x^ri^^lfei 

2 . ^ u ^ ^ u > ^ y n - ;i/ m t #j m * ;v ^ > se s s * -r 

lz # )V ft > m& & M T % # U v — i; © ^ n y * # II 7? & £ 
8i 1 c 13 m <d % y b9-i/>m®lmfr^mMfo 0 

; Ms & % m$tm 1 x » 2 ^ ga *« © # > 7 v *r > m © i« # ^ 

4 . # y i t 7 s *s * u ^ ;v ^ ^ > i x ii * 'J 7 7 ;i 7 

5 . ( I ) 
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-O (CH 2 CH 2 0) -A-NH- [ (COCHNH) d - (COCHNH) e - (COCHNH) f ] -P 




[ 5$ ^ R Ui7j<iJg?X{iIiS4^ LT^T* J;^ (CI 
~C6) 7 ;i/ ;i/ S § ^ b s t H 5 ~ 1 1 5 0 0 co MWt & m b , 
Afife^SS^b, d+e + ffc*3~2 0 0©fi»&^bs R2 
i±7kmJ^^ s L*tV>-t:<fc«fc^ (C1-C6) 7 )]/ 

iJI^XiiliS^^bT^t^j;^ ( c 1 ~ C 6 ) t ;i/ ^ ;i/ 

T W T * «fc V* (C1—C2 0) 7 iV3 ^- N > Jl/ X > StfeS** L 

T T & =fc ( C 1 ~ C 2 0 ) 7;K;V7USs 

b T T % «k ^ y (C1-C2 0) 7Jl/Jf^7^IX!ill 

S§tbT^t*=tu (ci~C2 0) 

-;i/(ci~C2 0) 7;v^^7^7i^^b^ P t± * * JK . 
( C 1 ~ C 6 ) 7i/;HXii ( C 1 ~ C 6 ) T )V 3 * */ * ;b # 
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— )v m % ^ -r ] 
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